esp@cenet - Document Bibliography and Abstract 



Page 1 of 1 



LHRH antagonists 



Patent Number: 



□ US4800191 



Publication 
date: 



1989-01-24 

BAJUSZ SANDOR (US); SCHALLY ANDREW V (US) 
SCHALLY ANDREW VICTOR (US); BAJUSZ SANDOR (US) 



Inventor(s): 



Applicant(s): 



Requested 
Patent: 



□ EP0299402 . A3, M 



Application 
Number: 



US19870074126 19870717 



Priority Number 

(s): 

IPC 

Classification: 



A61K37/43; C07K7/20; C08F283/00 



US1 98700741 26 19870717 



EC 

Classification: 



C07K7/23 



Equivalents: BR1 100478, CA1 339623, D DE3823590 . DE3881592D, □ DK173375B , DK395688, 

ES2054741T, FI883388, □ FI91075B , lj FI91075C . HK21194, HU47311, D IE62744 , 
□ JP1 034997 , JP2944669B2, □ LU90425 . LV5795, □ PT87998 . ZA8805147 



The present invention deals with LHRH antagonists which possess improved water solubility and while 
having the high antagonist potency of the basic peptides, are free of the edematogenic effects. These 
compounds are highly potent in inhibiting the release of gonadotropins from the pituitary gland in mammals, 
including humans. The compounds of this invention are represented by the formula X-R1-R2-R3-Ser-Tyr- 
R6-Leu-Arg-Pro-R10-NH2 wherein X is an acyl group derived from straight or branched chain aliphatic or 
alicyclic carboxylic acids having from 1 to 7 carbon atoms, R1 is D- or L-Pro, D- or L- DELTA 3-Pro, D-Phe, 
D-Phe(4-H1), D-Ser, D-Thr, D-Ala, D-Nal (1) or D-Nal (2), R2 is D-Phe or D-Phe(4-H1) R3 is D-Trp, D-Phe, 
D-Pal, D-Nal(1) or D-Nal (2), R6 is D-Cit, D-Hci,.D-Cit(Q) or D-Hci(Q) and R10 is Gly or D-Ala where Q is 
lower alkyl of 1-3 carbon atoms and H1 is fluoro, chloro or bromo, and the pharmaceutically acceptable acid 
addition salts thereof and methods of use pertaining to these compounds. 
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